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gg BS63(1988) 5^13B 

£ ^m^FrUSTKEJfiS-BTl-1-10 
803^ 

^RflffSTrtftSrUWEH^BT 5 -20 
AR fffft JSm-^M0T237- 1 i * * T - ^S£S202* 
*MffiW$M1ti®.\h 147-26 

*BEfflP9Wy»*#2-2 ^^1533-^7^ 1 -112* 
*RJff6iKm±BB 5 TS 16-19 
*RflWSiKrfr— *gnT117 A- 5 - 503^ 



1. ««80*«: 

2. «j¥sr*©isiffl 

( i ) 



Rm 




CONH 



COOH 



(I) 



1) M3B±<7)#]ffl#ff 
2) 



'J^»th'J«>A (DSCG) tAU, $U3(fc#£JGK 
<fc U ifc S Z n 5 * 5 * ) V > r -< x - * - <z> ffi It 5: » $fl * 
*7U;i/*-ttJ&&V&j»a|-Cfc* [J. Ned. Che.., 15,58 
3(1972); Adv. Drug Res., 5,115(1970)]. L/>»L. ZG) 

UJl/*-#ffl£#^N- (3, 4-S/>l h*i/i>:/« 

-r;u) 7>h^yi/« (h7-^h) tfoafca*©* 

tiftSntl^ [Br. J. Pharmacol., 58,483(1976)] . 
(LTCJ , a-fuMJxvD, (LTD«) fcSofc 
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a. 




» BR ¥1-287066(2) 

oM7^um« v •lAtfthy^A. is i;^, 
**S/*a. 7>*i^M«# wtl/TW6A 

5) fM 

• fc. *««W©7>h5-^»^j ::feo . Ttt 

**fc«aaaftuii4wi,-cW. tur, 



(n) 




5 7>h5-;i/«j»j9(<c, 




vm*. mutton* ( D ) 

tt»r*c*tej:y»ftft*. (n) aft 

V*:/. h*x>, rh5kKn77V, s/ 

»#*fcM*#«T. so»^i2i»n. a#i-5 

6*. 
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6) Xftfl 

r *. 
ms^i . 

n- (6-> y >-2-a;i/;f<-;i/) 

6-* h*£/*yMj>-2-»yi/;tf>« l.Og (4.93 
aaoiHclfifb*'*-^ 6alfcJto;tjfiftLfc&. &JK0iS 
{b**x;i/*«E©£i,, £fittlcBJS<bft*®fc. 8'J 

l.Olg (7.37aaol)i: MJx*;t/7* 
V 0.84g (8.32«aol)$:fflf8i? a citfyi/A 10aHcjgfi?b. 
£ftK$fc0«Jfi<b&<B2ao*/i/A i0alfcftfc:£i&r 

fcTUfc. 3&$mj£&-e£#&, i n-^® s:ApiL*fm 

IfettAfcttAU *ft»tt«£ftU x*/-/l/-*<0 

ii^f8«^iD#idaLr^-5 (iixfl o.48g ) . 

J&& : 2 4 2 ~ 3 1C 

fta*>tff : 3 2 2 ( V), 2 7 8, 1 5 8 

5tjfc#tf : Ci.Ht«N.O« • 1/2H.O 

iiSSfiS H 4.562, C 65.25$, N 8.45$ 

Hifflfl H 4.21ft C 65.0.9*, N 8.37$ 

£ft#2. 

N- (6,7-i/> S*J/*V U V-2-^/l/^f-yU) 

Rft£tf: 35 2 ( M*), 2 16 

7t?8#tff : C lt H ls N t O, (MW=3 5 2. 3 4 6) 
M&m H 4.58$, C 64.77$, N 7.95$ 
mW®. H 4.56$, C 64.65$, N 8.07$ 

fcPMlC. 2-t7hxU 2.736g (15.9mo 

4.378g (31.956uol)2: h 'JXf;i/7 5 > 1.9 
4g (lfl.2nol)ft«je««T*jftU. x*V-;i/.#<0 
&6ftft*&3J*ALT*9ft (ft* 3.067g ) . 
tt£ : 2 1 6~7r (##) 
Kfittffi: 291 (H v ), 273, 155 
7C98#*f : CHuNO, (MW«29'1, 3 0 6) 
SLSftiB H 4.50$, C 74.22$, N 4.81$ 
Sffltt H 4.37$, C 74.35$, N 4.81$ 

XMM5. 

N — (5, 6, h*J/-2-*7 h-OU) 

MKMl. fcHttK. 5, 6, 7- h»;> h*f-2- 
t7hi«| 2.1g (8.0M»l)fctt{fc**X/l/*»6j£JtW 
Kt9fcttffl<bfcK:. 7> h^Jl/« 2.19g (16.0uol) 



IHHT 1-287066(3) 

MMl. fcGURK. 6, 7 -^>t h >"J 2 
0.13g (0.56aaol) 4: Jflfb 3b1* 
*£ftttK#fcl»iflfl:&iC, 7>h?-;i/« 0.11s (0. 
SOanoDt hUxfyt/7; > 0.09g (0.89bbq1)*JKj£;$ 

fc* (tt* 0.17g ) . 
H*,6 :25S~7-C 

: 3 52 ( M*), 308, 188 
jtmftft : C.H^N.O, • 1/2H.O 

H 4.73$, C 63.15$, N 7.75$ 
Xtttt H 4.24$, C 62.95$, N 8.24$ 

N — (6,7-i/'>h*^*;iJV-3-*^^l/) 
7Vh5^l/», 

MMl. 6, 7->'>h*i/*;ij>-3 

--htortyfk 1.89s (S.lUaoDhttflS^-^^eX 
ftttK&fcBM&fbl&K. 7Vh7-JI/« 1.66s (12.1m. 
ol)fc MJx*-;i/7 5 > 1.7«1 (12.29aaol)$:JK#S-tt 
T£$U DMF -*CDia£»&*<3#*3fiUrfo* 
(HXfi 1.374s ) . 
HAM : 2 7 5-5.5TC <##) 

i:h'Jx^75> 1.3.1 (9.4aaol)£ i Rtf;2ii:T£/ifc 

L. x* J-fr - *CDa^»«^6HttB|LTl96 (ft 

ft 1.28s ) . 

MA : 1 8 3~4r 

38 1 ( H*) , 3 6 3, 24 5 

7C$#*F : CuH XI NO, (MW=3 8 1. 3 84) 
HSffll H 5.02$, C 66.14$, N 3.67$ 
^83fl H 5.00$, C 66.11$, N 3.57$ 

N- (6-> H*i/-2-^7 H^) 7>h7i;i/|». 
^IWl. tlnJIRK. 6-* h*£/-2-:f:7 hxffi 1. 
4 g (6.93.«Qi)i:^b^^x;i/^e^fl^tc^fcffl«fb 

7>h5x;PK 2.0g (14.6maol)fc h Uxf-;U7 
* > i.05al (7.6aaol)&£j&2lfC£/#U x*y- 

;b-*<&££?3ff*e,SiaaUTfta (ft* 1.3U ) . 

Oft A : 132-3T; 
Kft#*f:32 1 (M*), 3 0 3, 1 8 5 
TcMJMf : C» a H iB NO« (MW=321. 3 3 2) 
mS^fS H 4.71$, C 71.02$, N 4.36$ 

mmm h 4.62$, c 71.03$, n 4.35$ 
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N- (6, 7-i/^Mi/-2-t7hY^) 

nt&tol. tffl&K. 6, 7-i/">K*j/-2-tn 
Xffl 2.32g <10.0Baol)*£fb*;*X/^ 
fcKifift&fc:. 7>h?-Jbm 1.37g (10.0««ol)t h 
V3L*)U7*y 3.0.1 (2l.7 aa ol)$r£j££*r£/fcU 

^^-^^«5L,T^5 (ifcfi l.OSSg ) . 

: 24 5-6t 
M5Mff : 35 1 ( 3 3 3, 2 1 5 

TC^^^f : C 10 H 1T NO S (MW=35l. 3 5 8) 
ntkVL H 4.88$, C 68.37$, N 3.99$ 
^ifflfia H 4.89$, C 68.45$, N 3.85$ 

2S&098. 

t^ttJC, 5, 6-i/'>^i/-2-t7h 
xflt 0.80g (3.45wl)tttft^3t-;b*6*4^jc» 
ftMMtttlC. 7>K7C^« 0.945g (6.9aaol)£ h 
,jX ^ 7 ^ 0.435al (4.3 ffl .ol)*jE£$*r£riiL. 

x^y-;i/. *0££fc#/>»*2[nj#jB l sLT#* (« 



!JBa i Fl-2870GGC4) 

ft 0.13Sg ) . 

: 186-8t 
35 1 ( n. 3 3 3, 2 1 5 

7Z%&& : C tt H lf NO, (MW=35 1. 3 5 8) 
3IS*M H 4.88$, C 68.37$, N 3.99$ 
£fflflB H 4.89$, C 68.34$, N 3.93$ 

N- (6, 7-J/kKD*i/-2-t7K;i/) 

^ffim. iil^IRK, 6, 7-'/kKD*j/-2-t7 
Nx£ 0.4lg (2.0aaol)i:fifb^*-;i/^P)^a^k:t# 
fc«MHb»fc, 7>h5-/W& 0.9g (6.57oool)i: 
X^;U7^> 0.9.1 (6.5. D ol)Sfi^Sltr^^L. x 

0.15f ) . 

: 2 6 3~4 r 
Kft»tf : 3 2 3 ( M f ), 3 0 5, 1 8 7 
iti^^^f :"c lt H ia NO. (MW= 3 2 3, 3 0 4) 
m&{& H 4.05$, C 66.87$, N 4.33$ 
*Sltt H 4.01$, C 66.39$, N 4.26$ 

mmw i o . 

1) 4, 6-J/7;i/^D7>h7-;i/|tt. 



3, 5-i/7WD7->J> lOg (78«aol), fc* * n 

13.96g (84.4..01). ^KfMJOA 8.82g 
(62aaolh 6.6ol (73aBol)&t/JfiBfc t K □ * > 

JU7*> 17.06g (245.aol)$:^ 640ancjg#U, 4 0 

#«aufc. «c^a*fffi^s3ca^Lfg«br 7.03g^ 

3, 5-i/7Jl/*o- (o-^fV-hay) 7th7- 
UKfeWft. i®7XlJK 7.0g ttSamoDlzmm&t 32. 
lfcftl*., 9 0r-C3 0^J«|Lfea. 

•x^urttau. iri«(Sflt«ftLaiit e.o 
g©4, 6-i/-7^D-f^f>4t9^ f c/v4mia*r 

3 5%ja8ffc#&* 4.4al&3ar?ffTL6 Or-CIB* 

5.19g<B4, 6-i/7Mo7>h7Z;i/ 

2) 4, 6-i/7;i/^n- [N- (6,7-i;>h^S/ 
-2-t7h>f;i/) ] 7>h7;;i/a. 

^flSttl. fcEItffc, 6, 7-i/> h*2/- 2-7-7 h 

xfi| 0.373g (i.6Iaaol)tJS<b^^x;u^^^J|^k:?^ 

r-&mttoK. Dvmz4 t G-ay)\,*u7ub? 

x;i/® 0.5Sg (3.I8.aol)fc h 'Jx^;ur ^ > 0.27nl 
(!.95aaol)$:S/5Sti:-C^U, X * J -/U* * 



(ifcft 0.23g ) . 
: 2 5 6~7r 
f?ft#tf: 3 8 7 ( H*), 2 1 5 
7G*f#*r : C,.H lf F,NO, • l/2H a O 

H 4.07$, C 60.61$, N 3.53$ 
^fflffi H 4.02$, C 60.73$, N 3.55$ 
H«f«l 1. 

i) 3, 5-i/-7;i/^n7>h7z;i/K. 

2, 4-i/-7;i/*n7xtj> lOg (77.5a.ol). 3 5% 

£tt 9.7aiS:* iooaitca*L^^trort L. 

<^&M 4.19.1 (81. 0 ol)iat <tiWL%tfe>mTLtz. 

7A^DTS (^s#^» lCTtt«U 8.1g 052-^ 
a*-4, 6-i/7;i/^nrxfj>&^i. ^cor- »j 
> 5.0g (24a.ol)fc*/7><b«-fc 2.5g (2Baaol) & D 
MF 36.1K3to^6^|fflaaufc«k, ^7^fcthU9 
A 4.7g (96uol)0 15al^m«S:8 0r-e*PiLatL,< 
fl#Lfc. &^ftx-^;t/-cfifi£iiUTSttjK^L. S 
«^«ttaa<8LT 2.91g(35 2-7 5 y-3, 5-^7 
/l>*D*>:/x MJA/&ft*. dC5xh'j;i/ 0.74g (4. 
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8 ao ol)tc7 5%&» lO.lfcjllpA.1 0 O1C-e2.5«0 
feUfcft. * S0 B lftiBilx-^;i/Tttfl4bSffl[-etttt 
Uf:^i^L. 0.71g <&3, 5 — *j*3fUl[ D7V hl- 

2) 3, 5-f~7/l/:*rj- CN- (6,7-2/Jl h**' 

ttftl. i:EI«IC.'6. h*J/-2-t7h 
xfla 0.290g (1.25uol)fc4jMt?*='1'*&£fttt&& 

0.43g (2.5nool)t h'Jxf-;i/7$> 0.21ai (1. 

(^nrjdwUAHcTHSUx* y-;^^MSOT^ 

* MM 0.17g ) . 

Sft£ :2l8.5~219t: 

Mtoti : 3 8 7 ( H f ), 2 15 

ftmiWl : C s .H ts FaNO, • 1/2H.O 

H&fiS H 4. 07?, C 60.6155, N 3.53$ 
£M H 3.802, C 60.992, N 3.492 

£Jft*f 1 2. 

N- (5-/ h*i>- 2-<f>K4/l') 7>h7-;i/«. 

XlMi. fclfUIRK, 5-> h*w>K-;i/- 2-a 
^f^M 5.0g (26.32aaol)fctt<b7'*x/l/ft«&2ftto 

li^tf : 3 2 8 ( H r ), 283, 256, 192, 
16 5 

7C*3#0f : C a .H ia N,0,S • 1/2H.0 

«a&{I H 3.882, C 56.972, N 8.302 
HaiM H 3.802, C 57.012, N 8.322 

fl&tt 1 4 . 

N — (5, 6-';>^i/-2-/0!/77^;i/) 

nam. twmz* 5, 6-^^i/^y;77> 

-2-*;i/;tf>tt 2.0g (gaaoUfcifift**-;!/^^ 

fitttcftfcfiai&fbac, ruby-turn t.85g (13.5m 

oi)t h 'Jxf;i/7 5 V 1.87al (13.53bbo1) It 

T£*U x^y-;i/. DMF • 

4tT#« (U 2.23g ) . 

m& : 2 7 6 ~ 7 1C 

3Cft#tf: 341 (M T ), 323, 205 

7tm>ti: C„H ll NO, (MW=341. 319) 
9 add H 4.432, C 63.342, N 4.102 
%MWl H 4.442, C 63.192, N 4.092 
1 5 . 

n- (5, 6-i/> b*i"0*J**y 2- 



»H¥ 1-287066(5) 

IcfffettttfttttC, 7>h9x;W* 7.15g (52.19bbo1) 
fch'JxW^ 4.3al (31.12m«ol)&£jfca*-C£ 

r;u, 2 © 3 : ^aa*;i/A • >t* 20:1, 3® 
B : ^s*^> • #«x*;u 2:1 )KTtt«U x* </- 
JU- *0ffl^«a^€>»l$aU-C^-5 (M 0.47g ) . 

ft* : 1 6 9 ~ 1 7 1 r 
St*#tf : 310 ( M*), 292, 277, 173 
7cs8#tff : CH^N.O* (MW=3 1 0. 3 0 9) 
iS&te H 4.552, C 65.802, N 9.032 
H 4.462, C 65.442, N 8.912 

0Slfrfl 13. 

N- (6->^i/^<>'yf7y-;i/-2-^«-/l/ 
) 7> h^x^B. 

^iftttl. 6-> h*V^>*/^7!/~;i/- 

2-*;i/,if>K 1.10g (5.26BBol)fcttMfc**x;i/)&H3 
£fttt»Ctt&flft&fl;tt»C. 7VK5x;uffl t.lOg (8.03 
■■ol)t MJx^/l/7* v 0.9«1 (6.5uol)*&tf;£-tt- 
T£jftU y-;i//h*f§*3«aLTft* (IKS 0.63g 
) . 

Bfc£ :249~25ir 

1.8g (7.6b.o1) £ frit* *-JU 

**%mmzmit§kmtmz* r^b*?-** i.73g 

(12.6 B Bol)i: h ';x^;i/7 * > 1.4al (IO.IbboI) £jg 

jGs-ttT^fijtL. dmf • ?K©s^ajw;^e>^i&flur 

ft* (ft ft 2.39g ) . 

Jgft£ : 2 5 5-6TC 

K&fttf : 3 5 7 ( 3 3 9. 22 1 

7t3f#tfr : d.H^NO.S (MW=3 5 7. 3 84) 
SS&H H 4.232, C 60.492, N 3.922 
£S5fI H 4.202, C 60.372, N 3.992 

7) %WO)$)% 

vitro &tf in vivo-eWTKflD^^KttKlAy'tO 

*tO^SM«7t7^ 7 *J/- (PCA) 
£ffl«30>#£ CJ.ianunol., 106,1002(1971)] 
Tf&lfcUfc. h£2, 4 

-it- hD7xx;MbLfe»[sl^C0fi&a3«a ( D N P — 
As) fciaJStfcb, CGDffi/BU U^DNP-A s 5y h 
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#U46<&#& CNicrobiol.Inaund., 22,89(197 

Uki5o-2oo-«/kg$:abtt^Lfc. a. 

O^fi? [Biochei.PharMC, 32.170(1983)] fci&fcTlS 
1-ft*>^, 5.2 5%CD^n tTi/>£fij zj-ju 
It^O'.lMhUXtimil (pH 9)lc. $1*0 1% 
£8**3:*- h »; *A*f8#Sr;ta;tO~2 0 0 »MIC&* 

affift (loou/.i) o.2aifc'jhijL2sr:T?io»[aiADau 

2 3 4nit?©fiMftiBJSLAOD6^fe, ft. #JS 
*ftU0IZ ^ ZaHtZmt b 9 - 5 A h * fc I* 



9! 18*1-287066(6) 





PCAJ5U5 


5 - y.df#i/y^— 1jfB*JStt 


ID»B («g/kg) 


I Csofol ( a M) 






84. 8 




10 1.2 


> 1 6 0 




9 9.6 


15 7.1 




99. 2 


8 5.5 


%}&M 3 ©fb^tt 


10 8.0 


8 3.2 


£JS#!! 5 (D <t£ 


111.6 


10 0.0 


m&m 6 <D4t&® 


12 2.0 


8 3.0 




58. 2 


6 7.0 


XJfctt 9 C0<b^^j 


6 2.1 


3 9.0 




7 2.8 


>1 6 0 


Hffi#9l 3 0>{k-&« 


8 6.8 


>1 6 0 


*JMU 5cofb£& 


10 0.8 


8 8.0 
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©Int. CI. * 

C 07 D 215/54 
307/85 



A 61 K 



C 12 N 



333/70 
31/195 
31/34 
31/38 
31/40 
31/425 
31/47 
9/99 



AB F 



AED 



8413-4C 
7822- 4C 
7822- 4C 
7330- 4C 
7375- 4C 
7375- 4C 
7375- 4 C 
7375- 4C 
7375-4C 
7823 - 4B 



% {* *m*m>£K&tt^ 4-7-15 
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